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^What is^ckimed is ; 



1. A coirtpQEad having a Formula I 



A 



B 




20 



25 



wheren 

A is.aBpophiik; group comprising an aliphatic bridging group, and 
15 isalSaophilidygroup, and 

JB>vis:a®Bftup havmg at least one amino or substituted amino group, and 
R is.fa5*ogen, alkV; or cycloalkyl, 

and ploBmaceuticaDy acceptable salts and individual isomers thereof. 

2. A compsttoBfid, and pharnrkceutically acceptable salts and individual isomers thereof 
accorliaQg; to Claim 1 wherein A is : 



wherein 

A^ is anal^hatic or aromatic rliig which may have at least one hetero atom, and 
is srfsstftuted or unsubstitutecl alkylene. 

3. AcomfHsond, and pharmaceuticallyJuxep table salts and individual isomers thereof 
15 accordant to Claim 2 wherein A^ is : 



0 



wherein 

A^ is single or fused ring, each ring constituting A^is an aliphatic or aromatic ring 
which may have at least one hetero atom, each ringVonstituting A^ may be substituted 
by at least one group selected from halogen, hydroxy, Vlkyl, substituted alkyl, 
cycloalkyl, substituted cycloalkyl, alkoxy substituted ^oxy, perfluoroalkyl, 
perfluoroalkoxy, cyano, nitro, substituted sulfonyl,substiljuted sulfenyl, substituted 
sulfinyl. mercapto, substituted carbonyl, amino, substitutedamino, aryl, and 
substituted aryl, and 

is alkylene which may be substituted by halogen, hydrox^ (Ci -C5)alkyl, and / or 
(Ci-C6)alkoxy 

4. A compound, and pharmaceutically acceptable salts and individual isomers thereof 
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according to Claim 3 wherein A' is 



'(X)m — (Z)n 



(CH2)I 



N- 



wherein 

is a 5, 6, or 7 lAembered aromatic ring which may be comprised of at least one hetero 
atom, and may be siibstituted by a group selected from halogen, hydroxy, (Cj — C5)alkyl, 
(Cj— C5)alkoxy,(Ci-G;^perfluoroalkyl, (Cj -C5)perfluoroalkoxy, nitro, cyano, substituted 
sufonyl, substituted sulfenyl, substituted sulfinyl, mercapto, amino, substituted amino, 
substituted carbonyl, phenyl and / or substituted phenyl, and 

can be fused with at leaa;t 5 to 8 membered aUphatic or aromatic ring which may be 
consisted of at least one hetesfo atom, and 
1 is 0, 1, or 2, and 

Xis -CH2-, -0-, -S(0)rA/rC(0)-, -C(S)-, -CH=CH-, -CH(OH)-,or - 
NR^-, and 

is hydrogen, (Ci-C5)alkyl, (CgX^^cycloalkyl, acyl, or alkoxycarbonyl, and 
m is 0, 1, or 2, and 

Y is — C(0)— , - C(S)-, or (Cj -CG)al^ylene which may be substituted by (Ci - C5)alkyl, 
p is 0, 1, or 2, and 
r is 0,1. or 2, and 

Z is substituted or unsubstituted(Ci — C5)aiWlene, — NR'* — , or 



j0 



wherein 

A^ is a 5 or 6 membered aromatic ring which may be\omprised of at least one hetero 
atom, and 

A"* may be substituted by a group selected from halogenXhydroxy, (Ci — Cs)alkyl, 
(C,— C5)alkoxy, (Ci--C5)pernuoroalkyl, (Ci-C5)perfluorodi|koxy, nitro, cyano, amino, 
substituted amino, phenyl and I or substituted phenyl, or 



wherein 
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5 NGiand Gs are independently carbon or nitrogen, and 

oiae of may represent double bond when either Gi and G2 or G2 and G3 are carbon, 

an(i 

Gg,©.. and G5 are independently -0-, -S(0)r-, -C(0)-, -C(S)-, -CH=CH-, 
- CHCQH) - , - NR^- , or (Ci - C5)alkylene , 
10 r is 0, l\or 2, and 
n is 0 orNl. 

5. A compoundXand pharmaceutically acceptable salts and individual isomers thereof 
according to Qlaim4 wherein is selected from : 

10,ll-Diliydrodibenzo[b,f][l,4]oxazepin-ll-one, 
15 3,4-Dihydro-2H-qunioline, 

2-0x0-3,4, 5,6 -tetrahMro-2H-benzo[b]a2ocine, 
2,3-Dioxo-2,3-dihydro-mdole, 

2- Oxo-3,4-dihydro.2H-qidnoline, 

3 - Oxo-2, 3-dihydro-pyrido {3, 2-b] [1,4] oxazine, 
20 4 - Me thyl - 2, 5-dioxo-2, 3 , 4, 5^ trahy dr o-benzo [e] [ 1, 4] diazep ine , 

2,3-Dihydro-lH-pyrrolo[2,l-^ [l,4]ben2odiazepiQ-5,ll(10H,llaH)-dione, 

3- 0x0-2, 3 - dihydro-benzo [1, 4] tmazine, 

6 - Oxo- 11, 12-dihydro -6H -diben^[b,f]azocine, 
2-Oxo-2, 3, 4, 5- te trahy drobenzo^bjW 
25 lJ,4-Trioxo-3,3- dihydro-benzo[l,DllJiia2epine, 

4- Oxo-2,3-diliy(iro-l,5-ben2othiazepme, 
5, ll-Dihydro-diben2o[b,e]azepine; \ 
5H - Dibenzo [b, e] azepin - 6, 1 1-dione, \ 
5H-Dibenzo[b,f)azocin-6-one, \ 
10H-Dibenzo[b,£l[l,4]thiazepin-ll-one, \ 

30 5-Oxo-5, 10H-dibenzo[b,f][l,4]thiazepLn-ll\one, 

5,5-Dioxo-5,10H-dibenzo-[b,q[l,4]thiazepin\ll-one, 
4-Oxo-2,3-dihydro-[l,5]ben20xazepine, \ 

6,12-Dioxo-6,6a, 7,8,9, 10-exahydro-12H-benzoft]-pyrido[l,2-a][l,4]diazepm^ 
2-Oxo-2H-cyclohepta-4,6,8-trieno[b]pyrrole and\ 
Phenothiazine, each of which may be substituted\ 

6. A compound, and pharmaceutically acceptable salts jand individual isomers thereof 
35 according to Claim 1 wherein: \ 

B is alkyl, substituted alkyl, cycloalkyl, substituted cyctoalkyl, or aryl, arylalkyl or 
arylalkoxyalkyl which may be substituted on their aromatic ring. 

■ 7. A compound, and pharmaceutically acceptable salts and inoavidual isomers thereof 
according to Claim 6 wherein : \ 
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B lis substituted or unsubstituted(C6- C2o)alkyl, phenylalkyl, naphthylalkyl, 5,6,7,8- 
tetrahydro-naphthylalkyl, indolylalkyl, quinolylalkyl, or phenylalkoxyalkyl, which may 
be substituted by a group selected from halogen, hydroxy, (Cj — C5)alkyl, (C, — C5)alkoxy, 
nitro, cVano, amino, substituted amino, phenyl, or substituted phenyl. 



5 8. A compotmd, and pharmaceutically acceptable salts and individual isomers thereof 
according to Claim 1 wherein D is : 

^2 



M 



R 



10 



or 

wherein 

is hydrogen, alkyl, substituted alkyl, cycloalkyl, or substituted cycloalkyl, and 
R2 and are independently hydrogen, alkyl, substituted alkyl, acyl, amidino, 
alkoxycarbonyl, or either or R^ can be taken together with R^ to form alkylene, and 
R^ and R^ can be taken together to form alkylene, or heterocycle, and 

is: 



— (CH2)x — C-(CH^y 



•C-(CH2)z 
As 



-(CH2)x 



R^ ff 
-C=C-(CH2)2 



or 



•(CH2)x — C=C — (CH2)z 



wherein 

X, y and z are independently an integer of 0 to 4,\and 
R^, R^, R^ and R^are independently hydrogen, hilogen, alkyl, substituted alkyl, — OR^. 
15 _sR^ -NR^R^^ -NHC(0)R^ -C(0)OR^ — o\:OR^— OC(0)0R^ - CONR^R^^ 
or can be taken together with R^ orR^ to form alkyleVe or heterocycle, 
R^ and R^° are independently hydrogen, alkyl, substitiked alkyl, and 
R® can be taken together with R* or R^ to form alkylene)\ 

R^ andR^or R^ andR^can be taken together to form alkylene or heterocycle, or 
20 R^and R® or R^ and R^can be taken together with the caJsbon atom to which 

R^and R®, or R^ and R® are bonded, respectively, to form cai^bonyl, thiocarbonyl 
or imino, and 

E is oxygen atom or sulfur atom. 
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9. A compound, and pharmaceutically acceptable salts and individual isomers thereof 
according to Claim 8 wherein D is : 

isWdrogen, (Ci — Cfi)altyl, (C3— Cg)cycloalkyl, (Ci- C5)liydroxyalkyl, or 
(Ci — C^aminoalkyl, and 
5 and R? are independently hydrogen, (Cj — C5)alkyl, substituted (Ci — C5)alkyl, 

(Ci — C6)acyl, or (Ci — C6)aIkoxycarbonyl, and 

R^ and R^ or R^ and R^ are can be taken together to form alkylene, 
R^ R^ R*^, and R® are independently hydrogen, halogen, (Ci — C5)alkyl, substituted 
(C,-C5)alkyl, VoR^ -SR^ -NR^R^^ -OC(0)OR^ -NHC(0)R^ -C(0)OR^and 
10 R^ can be takentogether with R^ or R^ to form alkylene, 

R^ and R^° are independently hydrogen, (Ci — C5)alkyl, and 
R^ can be taken toge^er with R' or R^ to form alkylene. 

10. A compound, and pharmaceutically acceptable salts and individual isomers thereof 
according to Claim 9 whe\ein D is selected from: 





H 





CH3 





H 



CH3 






CH3 



H 





H3C CH3 



H3C \CH3 
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H 
N 



NH- 



H3C CH 



H3C CH3 



NH 
H 



N' 
H 



H 

.N NH2^ 

T 
NH 




NH- 



and 




N 
H 



NH 



.NH 



NH2 



N 




COOC2H5 



NH- 



II. A compound, and pharmaceutically acceptable salts^ind individual isomers thereof 
according to Claim2 wherein : 

B is as defined in Claim 6 and D is as defined in Claim ^ 



12. A compound, and pharmaceutically acceptable salts and individual isomers thereof 
according to Claim 2 wherein : 

B is as defined in Claim 7 and D is as defined in Claim 10. 



13.A compound, and pharmaceutically acceptable salts and indivioual isomers thereof 
according to Claim 4 wherein : \ 
B is as defined in Claim 7 and D is as defined in Claim 8. \ 



wo 99/09991 PCTAJS98/1 7232 

-81- 

l,4A compcHBi, and pharmaceutically acceptable salts and individual isomers thereof 
\accordq|^to Claim 5 wherein : 

R is as^affiaed in Claim 6 and D is as defined in Claim 10. 
15."A c(Miipm£of Claim 2 which is selected fi-om : 



N-(2-A^M&thyl)-3-phenyl-2(R)-[2-(ia,4-trioxo-2,3.dihydro-[l,5]ben20thiazepin-5-^^^ 
ace tylaaniffiilpropionamide ; 

N-[l{BM^^^inopropylcarbamoyl)-2-(naphthalen.2-yl)et^^ 

;o[b]azepin-l-yl)propionamide; 
3./3-A«^#a3mnV2.oxo-2,3.4,5-tetrahydro-ben2o[b]azepin-l^ 
; : / ethylGaiitamoyl)-2\(naphthalen-2-yl)ethyl]propionamid^ 
. ^ N4l(RV5p-Aminoet^lcarbamoyl)-2-(n^^ 

drbenzo^af|azocin-5-yI5lpropionamide; 
C]i N-[l(R)^^Amino-propyi<^bamoyl)-2.(napht^^ 

6H- ditoMfi^.fla^^ 
ffi : ^ >x.[i(l^^M^inopropylcarWioyl)-2-0^ 
yi benzati^Bepm-5-yl)propiona^ide; 

N-Il(R)4^Aminobutylcarbam^l)-2-(naphthalen^ [1*5] 
benzdfi&Bepin-5-yl)propionamiaj^r 
N<4.AaHiiebutyl)-3-(naphthalen^yl)-2(R)-t2-(^ 

20 yl)-acer:g^toiiaaino]propionamide; 

N-[l(E^-(^AminoprDpylcarbamoyl>^^aphthalen-2-yl)ethyl]^ dibenzo 

|b,f][l,^@B«a»:epin-10-yl)propionamide; \ 
N-[l(R)-@Aminopropylcarbamoyl)-2-(n^hA^ 
lH-(11/^H?yrrolo[2, l-c][l,4]benzodia2epiAr 10-yl)propionamide; 
25 N-[l(5l^-@Ajninopropylcarbamoyl)-2<napWhalen-2-^^^ 
2,3,4;5-^6^ahydro-benzo|h]azepin-l-yl)propioWmide; 

N-[l(R^®-Aminopropylcarbamoyl)-2-(naphthaie^ [1.5] 
benzothar»epin-5-yl)butyramide; \ 
N-[l(R)^4-Aminobutylcarbamoyl)-2-(naphthalen-^-yO 
30 2,3,4;5-tetrahydro-benzo[e][l,4]dia2epin-l-yl)propio\iamide; 

N4l(R)-(2-Aminoethylcarbamoyl)-2-(naphthalen-2-yl)^thyl]-3 bcnzo 
[3,2-b][MJoxazin-4-yl)propionamide; 

N-[l(R)-(3-Aminopropylcarbamoyl)-2-(naphthalen-2-yl)e\^yll-3-(3-oxo-2,3-dihydro- 

benzoU,4Joxa2in-4-yl)propionamide; 
35 N-[l(R)-(3-Aminopropylcarbamoyl)-2-(naphthalen-2-yl)cthy^^ 
tetrahydro-2H-benzo[b]azocLQ-l-yl)propionamide; 

N-(2.Amino-2-methylpropyl)-3.(naphthalen-2-yl)-2(R)-[3-(4-oxY2,3-dihydro.[l,5] 
benzothiazepin-5-yl)-propionylamino]propionamide 

N-[l(R)-(3-Aminopropylcarbamoyl)-2-(naphthalen-2-yl)ethyl]-3-(^^methyl-4-oxo-2,3- 
40 dihydro[l,51benzothiazepin-5-yl)propionamide; 
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ijI-[l(R)<3-Aminopropylcarbamoyl)-2-(naphtialen-2-yl)etliy 
6R-dibenzo[b,f ]azociii-5-yl)butyr amide; 

N-[l^)-(3-Ammopropylcarbamoyl)-2-(naphthalen-2-yl)ethyl]-4-(3-oxo-2,3-di^ 
benzo [1 , 4] thiazin- 4-yl)butyr amide ; 

N- [1(R)\3-Me thylamino-propy lcajbamoyl)-2- (naphthalen-2-yl) etliyl] - 3 
dihydro-[l^]benzotihiazepin-5-yl)propioiiaaiide; 

N-[l(R)-(3-Methylamiiio-propylcarbamoyl)-2-(naphthalen-2-yl)etliyl]-4-(4^ 
dihydro- [1, 5] TOnzotiuazepin-5-yl)butyramide ; 

N-(l(R)4(3-Ammopropyl)-methylcarbamoyl]-2-(naphthalen-2-yl)eth^ 
dihydro-[l,5] beM0thiazepin-5-yl)butyraiiiide; 
N-(3-Ainino-2-hyd)oxypropyl)-3-(naphtiialen-2-yl)-2(R).[3-(4.oxo 
benzotMazepin-5-yl)\propionylamiao]propionamide; 
N-[l(R)-(3-Amino-2-hydroxypropylcarbamoyI)-2-(naphthale^ 
dihy dro- [1,5] benzothiazGmiQ-5-yl)bu tyramide ; 

N-[l(R)-(2-Amino-ethyIc£^:bamoyl)-2-(naphti [1,5] 
benzothiazepin-5-yl)butyra!isnide; 

N-(l{Jl)-[Bis-(3-aminopropyl)tearbamoyl]-2-(naphth^^ 
[1.5]benzotliiazepiii-5-yl)butyrkmide; 
N-[l(R)-(3-Amino-propylcarbamWl)-2<naphtli^^ 
dihydro-[l,5]benzothiazepin-5-yl)l>utanramide; 

N-[l(R)-(3-Aininopropylcarbamoyl)ffi-(naphtJialen-2-yl)etliyl]-4-(ll-o^^^ 
dibenzo[b,f] [l,4]oxazepin- 10-yl)butyra^ 

N-[l(Il)-(3-AminopropyIcarbamoyl)-2-^Mphthalen-2-yl)et±iy^^ 
propionamide \ 

N-[l(R)-(3-Amino-2-hydroxypropylcarbariK)yl)-2-(naphthalen-2 
dihydro-6H-dibenzo[b,f]azocin-5-yl)propionkmide; 

N-(3-Amino-2-hydroxypropyl)-2(R)-[3-(6-methoxy-2-oxo-2,3,4.5-tetrahy^^ 
azepin-l-yl)propionylamLno]-3-(napht±ialen-2-yl)propion 
N-(3-Amino-2-hydroxypropyl)-3-(naphthalen-2-V^ 
benzo [b]azepiii-l-yl)propionylainino]propionami(ie; 

N-(3-Amino-2-hydroxypropyl)-3-(naphtiialen-2-yl)-2(R).[3-(2-oxo-3,4,5,6- 
benzo [b]azocLa-l-yl)propionylaiiiiiio]propionaiiiide;\ 
N-[l(R)-(3-AminopropylcarbamoyI)-2-(naphthalen-2-ypethyl]-5-(4-oxo-2,^ 
benzothiazepin-5-yl)peatanamide; \ 
N41(R)-(2-aminoethylcarbamoyl)-2-(naphthalea-2-yl)efctiA^ll-5-(4-oxo-2^ 
benzothiazepLQ-5-yl)pentaiiamide; \ 
N-[l(R)<3-Ajninopropylcarbamoyl)-2-(lH-indol-3-yl>ethyl]^4.(4-oxo-2.3-dihyd 
beazothiazepiii-5-yl)butyramide; \ 
N-[l(R)-(3-Aminopropylcarbamoyl)-2-(5,6,7,8-tetrahydro-napti^ 
oxo-2,3-dihydro-[l,5]-benzothiazepin-5-yl)butyramide; \ 
N-[l(R)-(3-Amino-2-hydroxypropylcarbamoyl)-2-(naphthalen-2-yi)etJi^ 
dibenzo[b,Q[l,4]oxazepin-lO-yl)propionaniide; \ 
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N-[l(Il)-(3-Amixiopropylcarbamoyl)-2-(naphthalen-2-yl)etiiyl^ 
[1)5] benzothiazepiii-5-yl)butyraniide; 
N-[ml)-(3-Ainmopropylcarbamoyl)-2-(naphthalen-2-yl)et^ 
[1, 5]-ben2oxazepin-5-yl)butyramide; 
5 N-[l(I0^(3-Amino-2-hydroxypropylcarbamyl)-2-(naphth^^ 
0x0 -2, 3-<Wiydro[l, 5]benzothiazepin-5-yl)propionamide; 
N-[l(Il)-(3\AjQiiiiopropylcarbamoyl)-2-(naphthalen-2-yl)et^ 
[l,5]benzotmazepin-5-yl)propioiiainide; 

N41(R')-(3-Ai^jio-2-hydroxypropylcarbamoyl)-2-(naphthalen-2-yl)e^ 
10 2, 3-dihydro- lH^llaS)-pyrrolo[2, l-c][l,4] diazepin- 10-yl)propionamide; 

N-[l(Il)-(3-Ammo^2-hydroxypropylcarbamoyl)-2-(naphtJialen-2-yl)eth 
(phenothiazin- 10-^propionatnide; 

N-[l(R)-(3-Amino-2-hydroxypropylcarbamoyl)-2-(naphtliaJen-2-yl)elJiyl]-4-(6-^ 
2-OXO-2, 3, 4, 5-tetrahy du^p-benzo [b] azepin- 1 -yl)but3Tainide ; 
15 N- [1 ( R) -(2- AmmoethylWbamoyl)-2-(naphthalene-2-yl)ethyl] - 3-(8-fluoro-4-oxo-2, 3- 

dihy dro- [1 , 5]beiizo thiazepin - 5-yl)propion amide ; 

N-(3-Aiamo-2-hydroxypropyl)-3-(naphthalene-2-yl)-2( R) - P-(4-oxo-7-trifluoromethyl- 

2,3-dihydro-[l,5]benzotluazepm-5-yl)propionylamino]propionajm 

N4I (R) -(3-Ammo-2-hydrox3^r^pylcarbamoyl)-2-(naphtlialen-2-yl)etliy 
20 dihydro- [1,5] -benzoxazepin - 5-yl) hutyr am ide ; 

N-(3-Amino-2-hydroxypropyl)-3<kVhthalen-2-^^^ 

benzoxazepm-5-yl)propionylaminaJpBppionamide; 

N-[1(R) -(3-Ammo-2-hydroxypropylcarMmoyl)-2-(naphthalen-2-yl)eth 

oxo-2, S-dihydro- [1, 5]benzothiazepm-5-ym)utyramide; 
25 N-(3-Ammo-2-hydroxypropyl)-2(R) -[3-(8-mioro-4-oxo-2,3-dLhydro- [l,5]beiizothiazepija- 

5-yl)propionylammo]-3-(naphthalen-2-yl)prcmionamide 

N-[l(Jl)-(3-Aminopropylcarbamoyl)-2-(napht]Mlen-2-yI)etliyl]-4-(8-fluoro-4-^^ 

benzothiazepin-5-yl)butyramide; \ 

N-[l(R)<3-Aminopropylcarbamoyl)-2-(naphtiaal^L-2-yl)e 
30 dibenzo[b,e] azepin-5-yl)propionamide; \ 

N41(R)-(3-Ammo-2-hydroxypropylcarbamoyl)-2-(n£bhtiiale^^ 

dihydro-dibenzo[b,e]-azepm-5-yl)propionamide; \ 

N4l(R)<2-Ammoethylcarbamoyl)-2-(naphthalen-2-yl)^ 

dihydro-diben2o[b,e]azepin-5-yl)propionamide; \ 
35 N-[l(R)-(3-Ammopropylcarbamoyl)-2-(naphthalen.2-yl)et^^ 

diliydro-dibenzo[b,e]azepm-5-yl)propionamide; \ 

N41(R)-(3-Ammo-2-hydroxypropylcarbamoyl)-2-(naphthalei^(5-yl)et^ 

6, ll-diliydro-dibenzo-[b,e]-a2epiii-5-yl)propionamide; \ 

N-[l(R)-(3-Ammopropylcarbamoyl)-2-(naphtlialen-2-yl)ethyl]-5V^ 
40 azocia-5-yl)peiitanamide; \ 

N-[l(R)-(3-Ammo-2-hydroxypropylcarbamoyl)-2-(naphthalen-2-yl)tetiiyl] 
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\ N-[l(R)-(3-Ammopropylcarbamoyl)-2-(naphdialen-2-yl)ethyl]-3-(ll-oxo-im^ 
\dibenzo [b, f] [ 1, 4] thiazepin- 10-yl)propionamide ; 
[1 (R)-(3- Amino-2-hydroxypropylcM^ 
diDenzo[b,f] [l,4]-thiazepin- 10-yl)propioiiamide; 
5 N-[]to)-(3-Amino-2-hydroxypropylcarbamoyl)-2-(napht^ 

5, 1 l-dihydrodibenzo- [b,fl [1, 4] thiazepin- 1 0-yl)pentanamide ; 

N- [1 Amino- 2-hydroxypropylcarbamoyl)- 2- (naphthalen- 2-yl) ethyl] - 5- (5, 5, 1 1 - 
trioxo-5, lJbrdibydro-dibenzo[b,fl [l,4]thiazepiii- 10-yl)pentanainide; 
N-[l(R)-(3-A^mno-2-hydroxypropylcarbam 
10 dimethyl-4-03^-3,4-dihydro-2H-ben2o[l,5]tMazepm-5-yl)propion 

N-[l(R)-(3-Aiiii^-2-hydroxypropylcarbamoyl)-2-(naphthalen-2-yl)e^^ 
541-dioxo-2,3,ll\la-tetxahydxoaH,5H-benzo[e]pyrrolo[l,2-a][l,4]^^ 
propionamide; \ 

N-[l(R)-(3-Ainino-2-»ydroxypropylcarbamoyl)-2-(napht^ 
15 6,6aJ,8,9J0-hexahydM-12H-benzo[e]pyrido[l,2-a][l,4]diazepine-5-yl)propionamM^ 
N- [1 (Tl)- (3- Ammo-2-hydW)xypropylcarbamoyl)- 2- (naphth^^ 
oxo-3.4,5,6-tetxahydro-2I^benzo|b]azociii-l-yl)propionamide; 
N-[l(R)-(3-Aininopropylcarb^ 

dLhydro-2H-benzo [1; 5] - tMazedpS-5-yl)propio ; 
20 N-[l(R)-(3-Aiiimo-2-hydroxyi|i^pylcarbamoyl)-2-(^^ 

oxo-3, 4-dihydro-2H-benzo [ 1, SMMaz^pm^ 

N-[l(R)<3-amino-2(S)-hydroxypri«)ylcarbamoyl)-2-(^^ 

dihy dro- [ 1 , 5] -benzotMazepin- 5-y I) mtyramide ; 

N-[l(R)-(3-Ainmo-2-hydbroxypropylc^bamoyl)-2-(naphthalen-2-y^^ 
25 (5ai-dioxo-2,3ai,lla-tetxahydro-lH]^H-benzo[e]pyrrolo[l,2-^ 

propionamide; \ 

N-[l(R)-(3-amino-2(R)-hydroxy-propylca^bamoyl)-2-(naphthalen-2-yl)et^^ 
3,4-dihydro-[l,5]-benzothiazepin-5-yl)butBanamide; 
N-[l(R)<3-Amino-2-hydroxypropylcarbamoW)-2-(naphthalen-2-y 
30 3-(5ai-ciioxo-2.3Jiaia-tetrahydro-lH,5H-bdazo[e]pyrrolo[l,2-a][l,4] 
propionamide; \ 

N-[l(R)-(3-Aniino-2-hydroxypropylcarbamoyl)-2\naphthalen-2-yl)etiiyl]-2,2-dm 

3-(l,l,4-trioxo-benzo-[l,5]thiazepin-5-yl)propionamide; 

N-[l(R)-(3-Aminoethylcarbamoyl)-2-(naphthalcn-2\l)etJi^ 

35 dihydro-[l,5]benzothiazepin-5-yl)propionamide; \ 

N-[l(R)-(3-Amino-2-hydroxycarbamoyl)-2-(naphthalenV2-yl)ethyn 
dihydro[l,5]benzothiazepin-5-yl)butyramide; \ 
N4l(R)<3-Anuno-2-hydroxycarbamoyI)-2-(naphthalen-2Vl)ethy 
isopropyl-2-oxo-2H-cycIohepta-4,6,8-trieno[b]pyrrol-l-yl)pPopionamide; 

40 N-[l(R)-(3-Amino-2-hydroxycarbamoyl)-2-(naphthalen-2-yl)ethyl]-3-(5, ll-dioxo-2,3, 11, 

lla-tetrahydro-lH,5H-benzo[e]pyrrolo[l,2-al[l,4]diazepin-l(>\yl)propionamide; and 
N-[l(R)-[2-Hydroxy-3-(2(R)-hydroxypropylamino)propylcarbairfoyl]-2-naphthalen-2- 
yl-ethyl]-4-(4-oxo-2,3-dihydro-[l,5]benzothia2epui-5-yl)but)nramide. 
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16. A composition useful for increasing the level of growth hormone in a himian or an 



lal which coi 



3S an ijjert carrier and an effective amount of a compoiind 



accojsding to any one of -< 



~l-to-45. 



17. A composition useful for increasing the level of growth hormone in a human or an 
anims 
to-an^ 

102(GHRP-2)\GHRP-6, Hexarelin, GHRP-1, L-692,429, L-692,585, MK- 0677, G- 7220, 
or growth horiApne releasing factor (GRF), IGF-1, IGF.2, or B-HT920 or said growth 
hormone. 



limal wh^hcq^ an inert carrier, an effective amount of a compound according 

-an^:^^£Q£-^^^ib^l~to"l£> and a growth hormone secretagogues selected from KP- 



18. A method for increasing levels of endogenous growth hormones in a human or an 
animal which comprises administering to such hxunan or animal an effective amount 
of a compound according to aoy-one-Qf-Gl aim s^'Tio -'to. 1 

19. A method for treating or^re venting diseases or conditions which may be treated or 
prevented by growth hormime which comprises administering to a hiiman or an 
animal of such treatment orNprevention an amount of a compound according to any^ 
r>TT^^VuT5mTn^a LikIS which ineffective in promoting release of said growth hormone. 

20. A method of Claim 19 whereirrfthe disease or condition is selected from the group 
consisting of : osteoporosis; cav^mc LlLness; immune deficiency, including that in 
individuals with a depressed T4/T8 ceUratio; hip fracture; muscidoskeletal 
impairment in the elderly; growth hormone deficiency in adults or in children; 
obesity; cachexia and protein loss duelto chronic illness such as AIDS or cancer; and 
treatment of patients recovering from major surgery, wounds or burns. 

21. A method for increasing the level of growth hormone in a human^^^^animals which 

comprises administering to a patient a compound according to any-one-ef-Glaim^s-lr-to 

,-15-in combination with an additional growth^ormone secretagogue selected from KP- 
102(GHRP-2), GHRP-6, Hexarelin, GHRP-1, ^owth hormone releasing factor(GRF), 
IGF-1, IGF-2, B-HT920or said growth hormonA 



22. A method for the treatment of osteoporosis which comprises administering to a patient 
with osteoporosis a combination of a^isphosphonatfe compound such as alendronate, 
and a compound according to ^ny nTig^f^^^^^fj^^rn fr\l fr 



23. A method for the treatment of bone fractures, wounds W burns which comprises 
administering to a patient with bone fractures, wounds or burns a combination of a 
growth factor such as FGF (fibroblast growth factor)^ PDJ^F (platelet-derived growth 
factor) and a compound according to gn^M^rt^nirflniiiin 1 
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lethod to increase the rate and extent of growth of animals, to increase the milk or 
production of animals, or for the treatment of ailments, the method comprising 
listering Uya subject in need thereof an effective amount of a compoimd 
: trf nny nnr nf r!1niTrrn-i~tn"1 fi: 

5. 25. A process tor the preparation of a compound having a formula: 



15 



wherein A, R, B and D are as defined in Claim 1 
which comprises reacting a compound having a formula 



wherein R^^ is a leaving group and A is as defined in Claim 1 
with a compoimd having a ibrmula : 



20 




wherein R, B and D are as defined in Claim 1 



26. Aprocess for the preparation of a compound having a formula 



wherein R and B are as defined in Claim 1, 
A^ and M* are as defined in Claim 2, and 
R^ R^, R^ and are as defined in Claim 8 

which comprises reacting a compound having a form Via 



A'-M'— CO— R^' 
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wherein and are as defined above and R^^ is as defined in Claim 25, 
Vwith a compound having a formula 



R' R 

\ I 



wherein L igva protecting group of amino acid and B, M^, R, R\ R^, and R^ are as 
defined above\in an inert solvent. 

5 27. A process for the {^reparation of a compound having a formula : 




m 



wherein A, B, D and R ardNas defined in Claim 1, 

which comprises reacting a Mmpoxmd having a formula ; 



wherein R^^ is a leaving group and A,^, and R are as defined above, 
with a compound having a formula 

H— D 

wherein D is as defined above, in an iner^solvent. 
28. A process for the preparation of a compoundNhaving a formula 



wherein B and R are as defined in Claim 1 and A^ and^yl^ are as defined in Claim 2 
and R\ R^ R^ and M^are as defined in Claim 8. 
which comprises reacting a compound having a formula : 
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B 



O N 
R 




i12 



o 



whei5ea^\M' , B, and R are as defined in above and R'^ is as defined in Claim 27, 
wiith aaoBWfflund having a formula : 



R^ 
HN. 



R^ 



or 



wherffln&S R^, R', ahd L are as defijied above, 
in an^iioBtt solvent, and comprises deprotecting L. 



29. AcomsHund having a formi; 



B 




R 



12 



o 



whereinAl, are as defined in Clairi^ 2, and R is as defined in Claim 1, and 
R*'' is asiefined in Claim 27. 

30. A companad of Claim 29 wherein A' is asyefined in Claim 4. 

31. Acompffluiid having a formula : 



B R^ 

wherein R and B are as defined in Claim 1 and R^ ^^ R^, and M^are as defined in 
Claim 8, 



32. A compound of Claim 31 wherein B is as defined in Cl^^ 6 and R', R^ R^ , and 
R^, R®, R^. and R® in are as defined in Claim 9. 



